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Substituted 2-propen-I-ones 2a-h, prepared by the reaction
of p-(2,5-dichlorobenzenesulphonamido)acetophenone 1 with
araldehydes, on condensation with malononitrile in the presence
of ammonium accetate yield cyanopyridines 3a-h. Also 2a-h on
reaction with hydroxylamine hydrochloride in the presence of
sodium acetate in acetic acid afford isoxazoles 4a-h. The struc-
tures of 3a-h and 4a-h have been established on the basis of
elemental analyses and spectral (JR, IH NMR and mass) data.
The products have been screened for their antimicrobial activity
against various strains of bacteria and fungi.
Among the wide variety of heterocycles that have
been explored for developing pharmaceutically im-
portant molecules, cyanopyridines"? and isoxa-
zoles4,5 have played an important role in the
medicinal chemistry. This led us to synthesize some
new cyanopyridine and isoxazole derivatives with a
view to finding their pharmacological activity.
The starting compound p-aminoacetophenon-e
was condensed with 2,5- dichlorobenzenesulphonyl
chloride to get p-(2,5- dichlorobenzenesul-
phonamido) acetophenone 1 which was treated with
various aromatic aldehydes to give l-[P-(~' m5'-
dichlorobenzenesulphonamido )phenyl]- 3-phenyl- 2
-propen-l-ones 2a- h. Compound 2a-h on treatment
with malononitrile in the presence of ammonium
acetate gave 2-amino-3-cyano-4-aryl-6-[p- (2',5'- di-
chlorobenzenesulphonamido)phenyl]pyridines 3a-h
(Scheme I, Table I). Further compounds 2a-h on
reaction with hydroxylamine hydrochloride in the
presence of sodium acetate in acetic acid furnished
3-[P-(2' ,5' - dichlorobenzenesulphonamido )phenyl]-
5-arylisoxazoles 4a-h (Scheme I, Table I). The struc-
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on the basis of JR, IH NMR and mass spectral data.
The compounds were evaluated for antimicrobial
activity against various microbes.
Antimicrobial activity
The antimicrobial activity was determined using
cup-plate method" by measuring the zones of inhibi-
tion in mm. All the compounds were screened in vitro
for antimicrobial activity against a variety of bacte-
rial strains, such as B. megaterium, B. subtilis, E. coli,
P.fluorescence and fungi such asA. Awamori. Com-
pounds 2a-b, 2d-h, 3a-c, 3e, 3g, 3h, 4a-d, 4g and 4h
showed highest activity against above microbes. (cf.
Table II). The activity was compared with the known
standard drugs, viz. Ampicillin, Chloramphenical,
Norfloxacin and Griseofulvin at some concentration
(50llg}·
Experimental
Melting points were determined in open capillar-
ies and are uncorrected. IR spectra (vmax in ern")
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Table I - Physical data of compounds 2a-h, 3a-h and 4a-h
Compd R Mol. formula m.p. Yield N(%)
°C (%) Calc. Found
2a Phenyl C 12HJ5N03SCi2 320 80.6 3.2 3.0
2b 2-Bromophenyl C2JHJ4N03SCi2Br 205 85.2 2.7 2.5
2c 2-Chlorophenyl C2JHJ4N03SCh 180 88.5 3.0 3.3
2d 4-(N,N- C23H20N203SCi2 210 72.0 5.9 5.6
Dimethylamino )phenyl
2e Furyl CJ9HJ3N04SCh 212 70.8 3.3 3.1
2f 2-Methoxyphenyl C22HJ7N04SCh 190 84.4 3.0 2.9
2g 4-Methoxyphenyl C22HJ7N04SCh 188 86.4 3.0 2.7
2h 3,4,5- Trimethoxyphenyl C24H2JN06SBr2 180 87.1 2.7 2.5
3a Phenyl C24HJ6N402SCh 130 66.4 11.3 11.2
3b 2-Bromophenyl C24HJ5N402SChBr 150 64.1 9.8 10.2
3c 2-Chlorophenyl C24HJ5N402SCb 135 69.2 10.6 10.3
3d 4-(N,N -Dimethy lamino )- C26H2JN502SCi2 132 62.2 13.0 12.7
phenyl
3e -Fury I C22HJ4N403SCh no 61.0 11.6 11.4
3f 2-Methoxyphenyl C25HJsN403SCi2 125 67.8 10.4 10.2
3g 4-Methoxyphenyl C25HJsN403SCh 140 68.3 10.4 10.3
3h 3,4,5- Trimethoxyphenyl C27H22N405SCh 125 65.0 9.6 9.5
4a Phenyl C2JHJ4N203SCh 110 70.5 6.3 6.2
4b 2-Bromophenyl C2JH J3N203SCi2Br 112 68.2 5.3 5.0
4c 2-Chlorophenyl C2JH J3N203SCb 130 65.6 5.9 6.1
4d 4-(N ,N-Dimethylamino)- C23HJ9N303SCh 200 62.5 8.6 8.3
phenyl
4e a-Fury I C J9H12N204SCh liS 62.5 6.4 6.1
4f 2-Methoxyphenyl C22HJ6N204SCh 128 68.8 5.8 5.7
4g 4-Methoxypheny I C22HJ6N204SCi2 130 74.0 5.8 5.6
4h 3,4,5- Trimethoxyphenyl C24H20N206SCh 85 68.2 5.2 5.0
recorded on Shimadzu-435-IR spectrophotometer
using KBr pellet method; IHNMR spectra on Hitachi
NMR-1200 (60 MHz) using TMS as internal stand-
ard (chemical shifts in 8, ppm), and mass spectra on
a Jeol d 300 e.V.
p-(2,5- Dichlorobenzenesulphonamido )acetophe
-none 1. To a mixture of p-aminoacetophenone (1.35
g, 0.01 mole) and pyridine (0.96 mL, 0.01 mole),
2,5-dichlorobenzenesulphonyIchloride (2.46 g, 0.01
mole) was added portionwise with constant stirring.
The mixture was added portionwise with constant
stirring. The mixture was refluxed for 4-5 hr in etha-
nol. The contents were poured into crushed ice (50.0
g) and cone. HCI (5.0 mL) mixture. The product thus
separated was filtered and crystallised from dioxan,
yield 86.5 %, m.p. 210°C (Found: C, 48.80; H,3.14;
N, 4.10. CI4HIIN03SCh requires C, 48.84; H, 3.20;
N, 4.07 %).
1-[p - 2',5' - Dichlorobenzenesulphonamido) phe-
nyl] -3-(p-methoxyphenyl)-2-propen- L-one 2g. p-
Methoxybenzaldehyde (2.02 mL, 0.02 mole) in
ethanol (95 %, 15 mL) was added to the mixture of
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Compd B.megaterium B.subtilis E.coli Ffluorescence A.awamori
2a 17 16 25 15 16
2b 21 15 21 16 20
2c 17 13 21 14 15
2d 18 18 24 13 17
2e 20 18 20 13 16
2f 17 19 24 16 15
2g 16 18 25 17 16
2h 21 20 22 13 15
3a 17 12 25 13 19
3b 16 16 25 16 18
3c 20 21 15 15 18
3d 14 16 25 15 16
3e 20 13 22 14 19
3f 17 16 23 15 15
3g 18 15 22 16 15
3h 18 20 26 18 15
4a 17 16 24 15 16
4b 17 18 25 16 14
4c 19 13 25 13 17
4d 17 20 20 17 18
4e 17 15 20 16 16
4f 17 16 22 14 14
4g 18 18 24 16 13
4h 16 13 19 12 16
Ampicillin 16 23 24 25
Chloramphenicol 20 25 20 30
Norfloxacin 15 27 27 30
Griseofulvin 15
p-(2,5- dichlorobenzenesulphonamido )acetophe-
none (3.44 g, 0.01 mole), ethanol (95 %, 20 mL), and
NaoH (40 %, 6 mL) and stirred for 24 hr. The contents
were poured into crushed ice. The product was iso-
lated by acidification and crystallised from dioxan,
yield 86.4 %, m.p. 188°C (Found: C, 57.4; H, 3.8 ;
N, 2.70. C22H17N04SCh requires C, 57.1 ; H, 3.6;
N, 3.0 %); IR (KBr) : 3200 (N-H str.), 1640 (C=O
str. of chalcone), 3000 (C-H asym), 2850 (C-H symj.:
1600, 1585 (C=C str.), 1160 (-S=O str.), 1220 (C-O-C
str.), 680 (C-Cl str.); IH NMR (TFA): 84.0 (3H, s,
-OCH3), 6.9-8.0 (13H, m, Ar-H and CH=CH), 8.6
(lH, s, S02NH); MS : mlz 462 (M+), 450, 436. 343.
356, 135, 199,57 (B).
Compounds 2a-h were prepared similarly and
their physical data are given in Table I.
2-Amino-3-cyano-4-(p-methoxyphenyl)-6-1P-(2' ,
5'-dichlorobenzenesulphonamido) phenyl) pyri-
dine 3g. A mixture of 2g (4.61 g. 0.01 mole).
malononitrile (0.66 g. 0.01 mole) and ammonium
acetate (6.16 g. 0.08 mole) dissolved in absolute
ethanol (25 mL) was heated under reflux for 12 he
cooled and poured into crushed ice (I OO.Og).The
product thus separated was filtered and crystallised
from ethanol, yield 68.3 %, m.p. 140°C (Found: C,
57.0; H, 3.6; N, 10.3. C25HJ8N403SCh requires C,
57.1 ; H, 3.4; N, 10.4 %); IR (KBr): 3400,3500 (N-H
str.), 2210 (C=N str. of nitrile), 1565 (C=N str.),
1165,1350 (S=O str.), 1250 (C-O-C str.), 690 (C-CI
str.) ; IH NMR (CDC!)) : 8 3.96 (3H, s, -OCH3),
7.0-8.2 (12 H, m, Ar-H) 2.63 (2H, s, -NH2), 8.4 (IH,
S, -S02NH) : MS : m/z 525 (M+), 485, 458, 353, 342,
329,248,120,107,41 (B).
Compounds 3a-h were prepared similarly and
their physical data are given in Table I.
3-[P-(2' ,5'- Dich loro benzenes ulp honamido)
phenyl]-5-(P'- methoxyphenyl)isoxazole 4 g. An-
hydrous sodium acetate (0.73 g, 0.01 mole) dissolved
in a minimum amount of hot acetic acid was added
to the solution of hydroxylamine hydrochloride (0.7
g, 0.01 mole) in ethanol (10 mL). This solution was
added to a solution of 2 g (4.61 g, 0.01 mole) in
ethanol (15 mL). The mixture was refluxed on an
oil-bath for 8 hr, concentrated and neutralised with
NaOH. The product thus isolated was crystallised
from ethanol, yield 74.0 %, m.p. 130°C (Found: C,
55.7 : H, 3.5 : N, 5.6. C22HI6N204SCb requires C,
55.5; H, 3.3 ; N, 5.8 %); IR (KBr) : 3500 (N-H str.),
1570,1470 (S=O and C=N str. isoxazole), 2940 (C-H
str. assyrn.), 1170 (S=O str.), 1250 (C-O-C str.),
NOTES 825
690(C-CI str.); lH'NMR (TFA); 4.0 (3H, s, -OCH3),
7.1-8.0 (12H, m, Ar-H), 8.13 (IH, s, S02N-H). MS :
mlz475 (M+),357,341,327,266,210, 154, 148, 110,
82 (B).
Similarly compounds 4a-h were prepared and
their physical data are given in Table I.
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